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wherein L represents a linking unit having the formula: 

i) -NHC(O)-; or 

ii) -C(0)NH-; 

R is substituted or unsubstituted phenyl; 
Qis: 

a) hydrogen; 

b) -N(R 4 ) 2 ; or 

c) -OR 4 ; 

R 4 units are hydrocarbyl units each of which is independently selected from the 
group consisting of: 

i) hydrogen; 

ii) C]-Ct2 hydrocarbyl selected from the group consisting of: 

a) substituted or unsubstituted C1-Q2 linear, branched, or cyclic alkyl; 
and 

b) C 6 -G 1 2 substituted or unsubstituted ary 1; 

R^ a and R arc each independently selected from the group consisting of 

i) hydrogen; 

ii) C\-C\2 hydrocarbyl selected from the group consisting of: 

a) Ci-Ct2 linear or branched, substituted or unsubstituted alkyl; and 

b) C3-C12 substituted or unsubstituted cycloalkyl; 

iii) -COR 4 ; 



CLAIMS AMENDMENTS 



1-38 Cancelled 



39. (New) 



A compound having the formula: 
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iv) -COOR 4 ; 

v) -CON(R 4 )2; 

vi) -N(R 4 ) 27 

vii) -NR 4 C(=NR 4 )N(R 4 ) 2 ; 

viii) -S0 2 N(R 4 ) 2 ; and 

ix) R 5a and R 5b can be taken together to form a carbocyclic or heterocyclic 
ring having from 3 to 10 atoms; 

the index x is from 0 to 10; 

R 1 is substituted or unsubstituted C1-C12 linear or branched alkyl, C^-Ca cyclic 
alky!, C2-C12 linear or branched alkenyl, or-[C(R 9 ) 2 ] n C(R 9 )3; each R 9 is 
independently hydrogen, fluorine, chlorine, bromine, and iodine; the index n has 
the value from 0 to 10; 
R 7a is selected from the group consisting of 

i) hydrogen; 

ii) -CON(R 4 ) 2 ; 

iii) -COOR 4 ; and 

iv) -N(R 4 ),; 

R s is selected from the group consisting of: 

i) hydrogen; or 

ii) substituted or unsubstituted C^-C\4 aromatic carbocyclic rings. 



40. (New) A compound according to Claim 40 wherein R is phenyl, 3-fluorophenyl, 

4-fluorophenyl, 3,5-difluorophenyl, and 4-chlorophenyL 

41. (New) A compound according to Claim 39 wherein R is 4-fluorophcnyL 

42. (New) A compound according to Claim 39 wherein Q is -NH 2 , R 53 and R 5b are 

each methyl. 



43. (New) A compound according to Claim 39 having the formula: 
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N 




wherein R is selected from the group consisting of phenyl, 3-fluorophenyl, 4- 
fluorophenyi, 3,5-difluorophenyl, and 4-chlorophenyl; 

R 1 is selected from the group consisting of methyl, ethyl, propyl, £vo-propyl, butyl, 
/so-butyl, ^c-butyl, te/7-butyl, cyclopropyl, cyclopropylmethyl, cyclopentyl, 
cyclopentylmethyl, cyclohexyl, cyclohexylmethyl, benzyl, allyl, l-methylallyl, 2- 
methylallyl, but-2-enyl, and propargyl; 
R 7u is selected from the group consisting of 

i) hydrogen; 

ii) -CO2H; 

iii) - CO2CH3; 

iv) -CONH2, 

v) -CONHCH3; 

vi) -CON(CH 3 ) 2 ; 

vii) -CONH(CH 2 CH 2 F); 

viii) -CONCH(CH 3 )2; 

ix) -CONH(C 3 H 5 ); 

x) -CONHCH 2 (C 3 H 5 ); 

R 8 is selected from the group consisting of benzyl, (2-chlorophenyl)methyl, (3- 
chlorophenyl)methyl, (4-chlorophenyl)methyl, (3,4-dichlorophenyl)methyl, (2- 
fluorophenyl)-methyl, (3-fluorophenyl)methyl, (4-fluorophenyl)methyl, and 
naphdialen-2-y Imethy 1 . 




44. (New) A compound according to Claim 39 having the formula: 
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wherein Q is selected from the group consisting of 
i) -CChH; 

i) -C0 2 H; 

ii) - C0 2 CH 3; 
Hi) -CONH 2 ; and 
iv) -CONHCH 3 ; 

R 1 is selected from the group consisting of methyl, ethyl, propyl, /.vo-propyl, butyl, 
fro-butyl, sec-butyl, tert-huty], cyclopropyl, cyclopropylmethyl, cyclopentyl, 
cyclopentylmethyl, cyclohexyt, cyclohexylmethyl, benzyl, allyl, 1-methylallyl, 2- 
methylallyl, but-2-enyl, and propargyl; 

R 5a and R 5b are taken together to form a ring having from 3 to 7 atoms; 
R 7a is selected from the group consisting of 

i) hydrogen; 

ii) -C0 2 H; 

iii) « CO2CH3; 

iv) -CONH2; 

v) -CONHCH3; 

vi) -CON(CH 3 ) 2 ; 

vii) -CONH(CH 2 CH 2 F); 

viii) -CONCH(CH 3 ) 2 ; 

ix) -CONH(C 3 H 5 ); 

x) -CONHCH 2 (C 3 H 5 ); 

R 15 selected from the group consisting of benzyl, (2-chlorophenyl)methyl, (3- 
chlorophenyl)mcthyl, (4-chIorophenyl)niethyl, (3,4-dichlorophenyl)methy), (2- 
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fluorophenyl)methyl, (3-fluorophenyl)methyl, (4-fluorophenyl)methyl, and 
naph thalen-2 -y Imethy 1. 

45. (New) A compound according to Claim 39 wherein R 1 is selected from the group 

consisting of methoxymethyl, methoxyethyl, mcthoxypropyl, cthoxymethyl, 
ethoxyethyl, ethoxypropyl, propoxymethyl, propoxyethyl, and propoxypropyK 

46. (New) A compound according to Claim 39 selected from the group consisting of: 

2«{4-[2-(2-amino-2-methyl-propionylammo)-3-(4-fIuorophenyl)-propionyl]-3- 

ethyl-piperazine^ 1 -yl } -N -methyl-3-naphthalen-2-y 1-propionamide; 
2-{4-[2-(2-amino-2-methyl-propionylamino)-3-(4-fluorophenyl>propionyl]-3- 

ethyl-piperazin-l-yl } -3-naphthalen-2-yl-propionamide; 
2-{4-[2-(2-Amino-2-methyl-propionylamino)-3~(4-fluorophenyl)-propionyl]-3- 

cthyl-pipcrazin- 1 -yl} -3-(3,4-dichlorophenyl)-N-methyl-propionamide; 
2-{4-[2-(2-amino-2-methyl-propionylamino)-3-(4-fluorophenyl)-propionyl]-3- 

methyI-piperazin-l-yl}-3-(4-chlorophenyl)-N-methyUpropionamide; 
2-{4-[2-(2-Amino-2-methyl-propionylamino)-3-(4-fluorophenyl)-propionyl]-3- 

methy 1-piperazin- 1 -yl } -3-(3,4-dichlorophenyl)-N-methyl-propionamide- 
2-{4-[2-(2-Amino-2-methyl-propionylamino)-3-(4-fluorophenyl)-propionyl]-3- 

propyl-pipcrazin- 1 -yl } -3-(3-chloropheny l)-N-methyl-propionamide; 
2-{4-[2-(2-Amino-2-methyl-propionylamtno)-3-(4-fluorophenyl)-propionyl]-3- 

propyl-piperazin-l-yl}-3-(4-chlorophenyl)-N-methyl-propionamide; 
2-{4-[2-(2-Amino-2-methyl-propionylamino)'3-(4-fluorophenyl)-propionyl]«3- 

propy 1-piperazin- 1 -y I } -3 -(2-chloropbenyl)-N-methyl-propionamide; 
2-{4-[2-(2-Amino-2-methyl-propionylamino)-3-(4-fluorophenyl)-propionyl>3- 

propyl-piperazin-l-yl}-3-(2,4-dichlorophenyl)-N-methyl-propionamide; 
2-{4-[2-(2-Amino-2-methyl-propionylamino)-3-(4-fluorophenyl)-propionyl]-3- 

propy 1-piperazin- 1 -yl } -4-(4-chl orophenyl)-N-methyl-butyramide; 
2-{4-[2-(2-Amino-2-methyl-propionylamino)-3-(4-fluorophenyl>-propionyl]--3- 

methyl-piperazin- 1 -yl } -3-(2-fluorophcnyl)-N-methyl-propionamide; 
2-{4-[2-(2-Amino-2-methyl-propionylamino)-3-(4-fluorophenyl)-propiony!]-3- 

propy 1-piperazin- 1 -y 1 } -3 -(2-fluoropheny 1)-N -methy l-propionamide; 
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2-H~[2-(2-Amino-2-methyl-propionylamino)-3-(4-fluorophenyl)-propionyl]-3- 

propyl-piperazin- 1 -yl } -3-(3-fluoropheny l)-N-methyl-propionamide; 
2-{4-[2-(2-Amino-2-methyl-propionylamino)-3-(4-fluorophenyI)-propionyl]-3- 

propyl-pipera2in-l-yl}-3-(4-fluorophenyl)-N-methyI-propionamide; 
2-f4-[2-(2-Amino-2-methyl-propionylamino)-3-(4-fluorophenyl)-propionyl 

propyl-piperazin- 1 -yl }-3-(3,4-difluorophenyl)»N-methyl-propionamide; 
2-{4-[2-(2-Amtno-2-methyl-propionyIamino)-3-(4-fluoropheny])-propiony]]-3-- 

propyl-piperazin- 1 -yl }.3-(2,5-difluorophenyl)-N-methyl-propionamide; 
2-{4-[2-(2-Amino-2-methyI-propionylam^^ 

cycIopropylraethyl-pipcrazin-l-yl}-N-isopropyl-3-naphthalen-2-yl- 

propionamide; 

2-{4-[2^2-Amino-2-methyl-propionylamino)-3-(4-fIuorophenyl)-propionyl]-3 

cyclopropylmethyl-piperazin- \ -yl}-N-methyl-3-naphthalcn-2-yl- 

propionamide; 
2-{4-[2-(2-Amino-2-mcthyl-propionylamin^ 

propyl-piperazin-l-ylj-S^^dichlorophenyO-N^-fluoroethyl)- 

propionamide; 
2-{4-[2-(2-Amino-2-methyl-propionylamino)-3^ 

propyl-piperazin- l-yl}-3-(3,4-dichlorophenyl)-N-isopropyl-propionamide; 

and 

2-{4-[2-(2-Amino-2-niethyl-propionylamino)-3-(4-fluorophenyl)'propionyl]-3» 
propyl-piperazin- t-yl}-3^(4-chlorophenyl)-N-(2-fluoroethyl)- 
propionamide. 

47. (New) A compound according to Claim 1 selected from the group consisting of: 
Pyrrol idine-2-carboxy lie acid { l-(4-chlorobenzyl)-2-[2-ethyl-4-(l-methyl- 

carbamoy l-2-napkthalen-2-yl-ethy 1) piperazin- 1 -y l]-2-oxo-ethyl]-amide; 
2-[2-[2-Ethyl-4-( 1 -methylcarbamoyl-2-naphthalen-2-yl-ethyl) piperazin- 1 -yl]- 1 - 

(4-fIuoroben2yl)-2-Oxo-ethylcarbamoyl]-pyrrolidinc- L-carboxylic acid 

tert-buty\ ester; 
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5-Oxo-pyrrolidine-2-carboxylic acid[2-[2-ethyl-4-(i-methylcarbamoyl-2- 

naphthaIen-2-yl-ethyl)-piperazine- 1 -yl]- 1 -(4-fluorobenzy ])-2-oxo-ethyl]- 
amide; 

Azetidine-2-carboxylic acid [2-[2-ethy l-4-( 1 -methylcarbamoyl-2-naphthalen-2-yi- 

ethyl)-piperazin- 1-ylJ- 1 -(4-fluorobenzyl)-2-oxo-ethyl]-amide; 
Azetidinc-3-carboxylic acid [2-[2-ethyl-4-(1 -methyIcarbamoyl-2~naphthalen-2-y]- 

ethyl)-pipemzin-l-yl]-l-(4-fluoroben2yl)-2-oxo-ethyl]-amide; 
N-[2- {4-[2<4-Chlorophenyl> l-niethylcarbamoyl-ediyl]-2-methyI-piperazin- 1 - 

yl} - 1 -(4-fluorobenzyl)-2-oxo-ethyl]-isonicotinainide; 
N-[2-{4-[2-(3,4-Dichloropheny^^ 

y]}-l-(4-fluorobenzyl)-2-oxo-ethyl]-i$onicotinamide; 
Pyrrolidine-2-carboxylic acid[2-{4-[2-(3 ? 4-dichlorophenyl)-l-methyIcarbaTnoy]- 

ethyl]-2-meihyl-piperazine-l-yl]-l-(4-fluorobenzyl)-2-oxo-ethyI]-amide; 
Pyrrolidine-2-carboxylic acid[2- {4-[2-(4-chlorophenyl)-l-mcthylcarbamoyK 

ethyl]-2-methyl-piperazine-l-yl]-l-(4-fluorobenzyl)-2-oxo-ethyl]-aniide; 
Pyrrolidine-2-carboxylic acid [2-{4-[2-(3,4-dichlorophenyl)-l-methylcarbamoyl- 

ethyl]-2-ethyl-piperazin- 1 -yl} - 1 -(4-fluorobenzyl)-2-oxo-ethyl]-amide; 

1- Amino-Cyclopropanecarboxylic acid [2-{4-[2-(3,4-dichlorophenyl)-l- 

methylcarbamoyI-ethyl]-2-ethyl-piperazin- 1 -yl } - 1 -(4-fluorobenzyI)-2-oxo- 
ethyl]-arnide; 

N-[2-{4-[2-(4-ChloiX)pbenyl)-l-(2-fluoroethylcarbamoyl)-ethyl]-2-propyl- 
piperazin- 1 -yl } - 1 -(4-fluorobeozyl)-2-oxo-ethyI]-isonicotinamide; 

N-[2- {4-[2-(2 s 4~Dichlorophenyl)- 1 -methylcarbamoyl-ethyl]-2-propyl-pipcrazin- 1 - 
yl}-i-(4'fluorobenzyl)-2-oxo-ethyI]-isonicotinamide; 

PyrroIidine-2-carboxylic acid [2- (4-[3-(4-chIorophenyl)- 1 -methy Icarbamoyl- 

propyl]-2-propyI-piperazin- 1 -yl } - 1 -(4-fluorobenzy l)-2-oxo-ethyl]-amide; 

2- [4-[2-Aminosulfonyl amino-3-(4-fluorophenyl)-propionyI]-3-propyI-piperazin- 

l-yl}-N-methyl-3-naphthaIen-2-y]-propionamide; 
Pyrrol idine-2-carboxy lie acid (1 -(4-fiuorobenzyl)-2-{4-[2-(2-fluorophenyl)-l- 

methylcarbamoyl'ethyl]'2-propyl-pipera2in-l -yl } -2-oxo-ethyl)- amide; 
Pyrrolidine-2-carboxylic acid (l-(4-fluorobenzyt)-2-{4-[2-(4-fluorophenyl)-l- 

methylcarbamoyl-ethyl]-2-pTopyl-piperazin-l-yl}-2-oxo-ethyl)-ami^ 
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Pyrrolidine-2-carboxylic acid (l-(4-fluorobenzyl)-2-{4-[2-(3,4-difluorophenyl)- 1- 

methy1carbamoyl-ethyl]-2-propyl-piperazin- 1 -yl }-2-oxo-ethyl)-amide; 
N-[2-{4-[2-(3,4-Difluorophenyl)-l-methy]carbamoyl-ethyl]-2-propy]-pipe^ 

yl}-l-C4-fluorobenzyl)-2-oxo-ethyl]-isonicotinamide; 
Pyrrolidine-2-carboxylic acid [2-{4-[2-(2,5-difIuorophenyI)-l-methylcarbamoyl- 

ethy!]-2-propyl-pipera2in-l-yI}-l-(4-flu^ 
4-Arnino-cyclohexanecarboxylic acid [2-{4-[2-(3,4-difluoropheny1)-l- 

methylcarbamoyl-ethyl]-2-propy l-piperazin- 1 -yl } - 1 -(4-fluorobenzy l)-2- 

oxo-ethyl]-amide; 

Pyrrolidine-2-carboxylic acid [2.H-[2-.(3 7 4-dich]orophenyl)-l-methylcarbamoyl- 
ethyl]-2-propy1-piperazin-l-yl}-l-(4-fluorobenzyl)-2-oxo-ethyl]-amide; 

Pyrrolidme-2-carboxylic acid [2-{4~[2-(3,4-dichlorophenyl)-l- 

isopropy Icarbamoy I-ethyl"|-2-propy 1-piperazin- 1 -yl } - 1 -(4-fluorobenzy l)-2- 
oxo-ethyl]-arnide; 

Pyrrolidine-2-carboxylic acid [2- {4-[2-(3-chlorophenyl)-l -methylcarbamoyl- 

ethyl]-2-propyl-piperazin- 1-yl}- 1 -(4-fluorobenzyl)-2-oxo-ethyl]-amide; 
Pyrrolidine-2-carboxylic acid [2-{4-[2-(4-chloropheny])-1-methylcarbamoyl- 

ethyl]-2-pmpyl-piperazin-l-yl}-l-(4-fluorobenzy])'2-oxo-ethyl]-amide; 
Pyrrolidine-2-carboxylic acid [2-{4«[2-(2-chIorophenyl)-l-methylcarbamoyl- 

etiiylJ-2-propyl-pipei^in-l-yl}-l-(4-fluorobenzy])-2-oxo-cthyl]-amidc; 
Pyrrolidine-2-carboxylic acid [2-{4-[2-(2,4-dichlorophenyl)-l-methylcarbamoyU 

ethyl]-2-propy 1-piperazin- 1 -y] } - 1 -(4-fluorobenzyl)-2-oxo-ethyl]-amide; 
Pyrrolidine-2-carboxylic acid [2-{4-[2-(4-chlorophenyl)-l-(2- 

fluoroethylcarbamoyl)-ethyl]-2-propyl-pipcrazin- 1 -yl}- 1 -(4-fluorobenzyl)- 

2-oxo-ethyl]-amide; and 
Pynrolidine-2-carboxyIic acid (l-(4-fluorobenzy])-2-H-[2-(2-fluorophenyl)-l- 

rnethy 1-carbamoy 1-ethy l]-2-methyl-piperazin- 1 -yl } -2-oxo-ethyl)-amide. 

48. (New) A compound according to Claim 1 selected from the group consisting of: 
1 -Amino-cyclopropanecarboxylic acid [2-{4-[2-(3,4-dichlorophenyl)-l- 

methylcarbamoyl-cthyl]-2-ethyl-piperazin- 1 -yl } - 1 -(4-fluorobenzyl)-2-oxo- 
ethylj-amide; 
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1 -Amino-cylopropanecarboxylic acid {2- {4- |2-(3,4-dichlorophenyl)-l -rnethyl- 
carbamoyI-ethyl]-2-methyl-pipera2in-l-yl}'l-(4-fluorobenzy])-2-oxo- 
ethyl]-amide; 

1 -Amino-cylopropanecarboxylic acid {2-{4-{2-(4-chlorophenyl)-l- 

methylcarbamoyl-ethyl]-2-methyl-piperazin-L-y]}-l-(^fluorobenzyl)-2' 

oxo-ethyl]-amide; 
1-Amino-cyclopropanecarboxylic acid [2- {4-[2-(4-chlorophenyl)-l-(2- 

fl uoroethy lcarbamoyl)-ethyl>2-propy 1-piperazin- 1 -yl } - 1 -(4-fluorobenzy 1> 

2-oxo-ethyl]-amide; 
1 -Methylamino-cyclopropanecarboxylic acid [2- {4-[2-(4-chlorophenyl)- ] -(2- 

fluoroethylcarbamoyl)"ethyl]-2.propyl-piperazin- 1 -yl }- 1 -(4-fluoroben2yl)- 

2-oxo-ethyl]-amide; 
1-Amjno-cyclopropanecarboxylic acid [2-{4-[2-(4-chlorophenyl)-1- 

methytcarbamoyl-ethyl]-2-propy 1-piperazin- l-yl}-l -(4-fluorobenzy l)-2- 

oxo-ethylj-amide; 

1 -Mcthylamitio-Cyclopropanecarboxylic acid [2- {4-[2-(4-chIorophenyl )- 1 - 

methy lcarbamoyUeriiyl]-2-propy 1-piperazin- 1 -y 1 } - 1 -(4-fl uorobenzyl)-2- 

oxo-ethyl]-amide; 
1-Amino-cyclopropanecarboxylic acid [2-{4-[2-(2,4-dichlorophenyi)-l- 

methylcarbamoyl-erhyl]^2-propy 1-piperazin- 1 -yl }- 1 -(4-fluorobenzyl)-2- 

oxo-cthyl]-amide; 

l-Mcthylamino-cyclopropanecarboxylic acid [2- {4-[2-(2,4-dichlorophenyl)-l- 

methylcarbajnoyl-ethyl]-2-propyl-piperazin-l-yl}-l-(4-fluorobenzyl)-2- 

oxo-ethyl]-amide; 
1 - Amino-cyclopropanecarboxylic acid ( 1 -(4-fiuorobenzyl)-2- {4-[2-(2- 

fluorophenyl)- 1 -methy lcarbamoyl-ethyl]-2-methyl-piperazin- 1-yl} -2-oxo- 

cthyl)-amide; 

1 -Amino-cyclopropanecarboxylic acid [2- {4-[2-(3 ,4-difluorophenyl)- 1 -methyl- 
carbamoyl-ethyl]«2-propyl-pipemzin-l-yI}-l-(4-fluorobcnzyl>2-oxo- 
ethyl]-amide; and 
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1 -Methylamino-cyclopropanecarboxylic acid [2-^4-[2<3,4-difluorophenyl)-I- 
methylcarbamoy l-ethyl]-2 -propyl -piperazin- 1 -y] } - H4-fluorobcnzyl)-2- 
oxo-ethyl]-amide. 

49. (New) A compound according to Claim 1 selected from the group consisting of: 
2H3-EthyM-[3-(4-fluorophenyl)-2-(2-methoxy-acetylamino)-propionyl]- 

piperazin- 1-yl f -N-methyl-3-naphthalen-2-y]-propionamide; 
[2-[2-Ethy l-4-( 1 -methylcarbamoy l-2-naphthalen-2-yl -ethy l)-piperazin- 1 -yl ]- 1 -(4- 

fluorobenzyl)-2-oxo-ethyl]-carbamic acid methyl ester; 
3-(3 1 4-Dichlorophenyl)-2-{4-[3-(4-fluorophenyl)-2>(2-niethyl-2-methylamino- 

propiony I amino)-propiony 1 } -3 -methyl-piperazin- 1 -y 1 } -N-m ethyl- 

propionamide; 

3-(3,4-Dichlorophenyl)-2-{4-[3-(4-fluorophenyl)-2-(2-methy]amino- 

propiony]amino)-propionyl]-3-methyl-piperazin-l-yl}-N-methyU 
propionamide; 

3-(3 3 4^Dichlorophenyl)-2-{4-[2-(2-dimethyiamino-acetylamino)-3-(4- 
fluorophenyl)-propiony]]-3-methyl-piperazin-]-yi}-N-methyl- 
propionamidc; 

2- {4-[3-(4-Fluoropheny{)-2-methylamino-propionyl]-2-oxo-3-propyl-piperazin-l- 

yl}-3-naphthalen-2-yl-N-(2,2,2-trifluoroeihyl).propionamide; 
[2-{4-[2-(3,4-Dichlon)phenyl)-l-methy]caroamoyl-ethyl]-2-propyl-piperazin-l- 

yl}-l-(4-fluoroben2y])-2-oxo-ethyl]-carbamic acid methyl ester; 
[2- {4-[2-(2-Ch1orophenyl)- 1 -mcthylcarbamoyl'ethy[]-2-propyI-piperazin' 1 -yl } - 1 - 

(4-fluorobenzyl)-2-oxo-ethyl]-carbamic acid methyl ester; 
[2-{4-[2-(4-Chlorophenyl)-l-methy]carbamoyl-ethyl]-2-propyl-piperazin-Uyl}-l- 

(4-fluorobenzyl)-2-oxo-ethyl]-carbamic acid methyl ester, 
\2- \ 4-[2-(3 -Chlorophenyl)- 1 -methylcarbamoy 1-ethy l]-2-propyl-piperazin- 1 -yl } - 1 - 

(4-fluoroben2yl)~2-oxo-ethyl]-carbamic acid methyl ester; 

3- (4~Chlorophenyl}-2- {4-[3 -(4-fluoropheny l)-2-(2-hydroxy*2-methyl- 

propionylamino)-propionyl]-3-propyl-piperazin-l-yl}-N-methyl- 
propionamide; 
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3-(3-Chlorophenyl)-2-{4-[3-(4^fluorophenyl)-2-(2-hydroxy-2-methyU 
propionylamino)-propionyl]-3-propyl-piperazin- 1-yl } -N-methyl- 
propionamide; 

3-(2,4-Dichlorophenyl>2- ^ 

propionyl-amino)^propionyl]-3-propy]-piperazin-l -yl}-N-methyl- 
propionamide; 

{ 1 -(4-Fluoroben2yl)-2-[4-( 1 -methylcarbamoyl-2-naphthalen-2-yl-ethyl)-2-propyl- 

piperazin-l-yl]-2-oxo-ethyl}-carbamic acid methyl ester; 
2-{4-[3<4-Fluorophenyl)-2-(2-hydroxy-2-meto^^ 

pmpyl-piperazin-l-yl}-N-methyI-3-naphthaIen-2-yl-propionamide; 
2- {443<4-Chlorophenyl)-2-methylamino-propiony 1 -yl}-N- 

methyl-3-naphthalen-2-yl-propionamide; 
2-{4-[3-(4-Fluorophenyl)-2<2-methylaw^ 

piperazin- 1 -y] } -N-methyl-3-naphtha]en-2-yl-propionamide; and 
[2- {4-[2-(2 ? 4-Dichlorophenyl)- 1 -methylcarbamoyl-ethyl]-2-propyl-piperazin-l- 

yl}-l-(4-fluorobenzyl)-2-oxo-ethyl]-carbamic acid methyl ester. 

50, (New) A compound according to Claim 1 selected from the group consisting of: 
2- {4-t2-Amino-3-(4-fluorophenyl)-propionyl]-3-methoxymethyl-piperazin-l -yl 
3-(2-chlorophenyI)-N-methyUpropionamide; 

2'{4-[2-Amino-3-(4-fluoropheny])-propionyl]-3-methoxymethyl-piperazin-l-yl}- 
3-(3-chlorophenyl)-N-methyl-propionamtde; 

2- {4-[2- Amino-3-(4-fluorophenyl)-propionyl]-3-methoxymethyl-piperazin- 1-yl}- 
3-(4-chlorophenyl)-N-methyl-propionamide; 

2- {4-[2-Amino-3-(4-fluorophenyl)-propionyl]-3-methoxymethyl-piperazin-1 -yl} - 
3-(2,4-dichlorophenyl)-N-methyl-propionamide; 

2- {4-[2-Amino-3-(4«fluorophenyl)-propionyl]-3-methoxymethyl-piperazin- 1 -yl }- 
3-N-mcthyl-3-naphthalen-2-yl-propionamide; 

2- {4-[2- Amino-3-(4-chlorophenyl)-propionyl]-3-methoxymethyi-piperazin- 1 -yl) - 
3-{2-chIorophcnyl)-N-methyl-propionamide; 



Pace IS of 20 

PAGE 16/21 • RCVDAT 12/15/2005 2:20:04 PM [Eastern Standard rime] 1 SVR:USPTO-EFXRF-6/31 1 DNIS:2738300 * CSID:513 622 3300 * DURATION (mm*s):0540 



DEC- 15-2005 14=50 



P8cG HC PATENT DIU. 



513 622 3300 P. 17/21 



AppLNo. 10/689»0ll 
Atty. DnckeiNo. 907 1M 
Amdt. dated November 28, 2005 
Response Dated: December 1 5 4 2005 
Customer No. 27752 

2-{4-[2-Amino-3-(4-chloroph^^ 

3 -(3 -ch loropheny lyN -methy 1-propi onamide ; 

2-{4-[2-Amino-3-(4-chlorophenyl)-propiony^^^ 

3-(4-chlorophenyl)-N-methyl-propionamide; 

2-{4~[2-Aiiiino-3-(4-chlorophenyl)-pro^ 

3-(2,4-dichlorophenyl)-N-methyl-propionamide; 

2- {4-[2-Amino-3-(4-chlorophenyl)-propionyl]-3-methoxymethyl-piperazin- 1-yl } - 
3-N-methylO-naphthalen-2-yl-propionamide; 

2- (4- [ 2- Ami no-3 -(4-fl uoropheny 1 )-prop iony 1] -3 -methoxy methy 1-p iperazin- 1-yl}- 
3-(2-fluorophenyl)-N-methyl-propionamide; 

2-{4-[2-Amino-3-(4-fluorophenyl)-propionyl>3-methoxymethyl-piperazin-l-^ 

3"(3-fluorophenyl)-N-methyl-propionamide; 
2-{4-(2-Amino-3-(4-fluorophe^ 

3-(2-fluoropheny])-N-methyI-propionamide; 

2-{4-[2-Amino-3-(4-fluorophenyl)-propionyl]^-^ 

3-(2 > 4-difluorophenyl)-N-methyl-propionamide; and 

2-{4-[2-Amino-3-(4-fluorophcnyl)-pro^ 

3-N-methyl-3-naphthalen-2-yl-propionam?de. 

51 . (New) A compound according to Claim 1 selected from the group consisting of ; 
Pyrrolidine-2-carboxylic acid { l-(4-fluoro-bcnzyl)-2-'[2-methoxymethyl-4-(l- 

methyl carbamoyl-2-naphthaIen-2-yl-ethyl)-piperazin-l -yl]-2-oxo-cthyl} - 
amide; 

1-Amino-cyclopropanecarboxylic acid [2-{4-[2-(3,4-dichlorophenyl)-l- 

methylcarbamoyl-ethyl]-2-methoxymethyl-piperazine-l-yl}-]-(4- 

fiuorobenzyl)-2-oxo-ethy1]-amide; 
Pyrrolidine-2-carboxylic acid[2-{4-[2-(3 J 4-dichlorophenyI)-l-methylcarbamoyl- 

et hy I ] -2 - me thoxy methy 1 -piperazi n-l-yl}-l -(4-fluorobenzy 1 )-2-oxo- 

ethyl]amide; 
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2-{4-[2-(2-Amirio-2-methyl-propionylamino)-3-(4-fluoropheny])-propionyI]-3- 
methoxy- methylpiperazin- 1 -yl}-N-methyl-3-naphthalen-2yl- 
propionamide; 

{H4-FIuorobenzyI)-2-[2-methoxyme^ 

yl-ethyl)-ptperazin-L-yl]-2-oxo-ethyl}-carbamic acid methyl ester; 

2- {443-(4'Fluorophenyl)-2-(2-hydroxy-2-methyl-propionylamino)-propionyI]-3- 

mcthoxy methyl-piperazin- l-yl}-N-methyl-3-naphthalen-2-yl- 
propionamide; 

{ 1 -(4-Fluoro-benzyl)-2-[2-methoxymethyl-4-( l^methylcarbamoyl-2-maphthalen- 
2-yl-ethyl)^piperazin-l-yi]-2-oxo-ethyl}-carbamic acid ethyl ester; 

2H4~[2-(2-Amino-2-methyl-propionylamino 

methoxymcthyl-piperazin- 1 -yl } -3-(4-chlorophenyl)-N-methyl- 
propionamide; 

Pyrrolidine-2-carboxylic acid [2- {4-[2-(4-chlorophenyl)- 1-methylcarbamoyl- 
ethyl]-2-methoxymethyl-piperazin~l-yU^ 
amide; 

1-Amino-cyclopropanecarboxylic acid [2- {4-[2-(4-chlorophenyl)-l-methyl- 

carbamoyl-ethyl]-2-Tnethoxymethyl'pipera2in- 1 -yl } - 1 -(4-fluoro-benzyl)-2- 
oxo-ethyl]-amide; 

1 -Methylamino-cyclopropanccarboxylic acid [2- {4-[2-(4-chlorophenyl> 1 -methyl- 
carbaraoyl-ethyI]-2-methoxymethy]"piperazin-l-yl}-l-(4-fluoro-benzyl)-2- 
oxo-ethyl]-amidc; 

3- (4-Chlorophenyl)-2-{4-[3<4-fluorophenyl)-2-methyIaniino-propionyn-3- 

methoxyraethyl-pipera2in- 1 -y 1 } -N-methyl-propionamide; 
3-(4-Chlorophenyl)-N-(2-fluoro-emyl^ 

propionyl]-3-methoxyme£hyl-piperazin-l-yI ^-propionamide; and 
3-(4-Chlorophenyl)-2-^4-[3-(4-fluo^ 

methoxy-methyl-piperazin-l-yl}-N-(2,2,2-^ 

52. (New) A composition comprising: 

A) an effective amount of one or more compounds according to Claim 39; and 

B) one or more pharmaceutical^ acceptable excipients, 
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53. (New) A method for controlling obesity in humans and higher mammals, said 

method comprising administering to a human or higher mammal a composition 
comprising one or more compounds according to Claim 39. 

54. (New) A method for controlling appetite in humans and higher mammals, said 

method comprising administering to a human or higher mammal a composition 
comprising one or more compounds according to Claim 39. 

55. (New) A method for controlling one or more MC-4 mediated disorders in a 

human, said disorders selected from the group consisting of insulin resistance, 
glucose intolerance, Type-2 diabetes mellitus, coronary artery disease, elevated 
blood pressure, hypertension, dyslipidaemia, endometrial cancer, cervical cancer, 
ovarian cancer, breast cancer, prostate cancer, gallbladder cancer, colon cancer, 
menstrual irregularities, hirsutism, infertility, gallbladder disease, restrictive lung 
disease, sleep apnea, gout, osteoarthritis, and thromboembolic disease, said method 
comprising administering to a human a composition comprising one or more 
compounds according to Claim 39. 

56. (New) A method for controlling one or more MC-4 mediated disorders in a 

human, said disorders selected from the group consisting of behavior conditions, 
memory and learning deficiencies, cardiovascular function, inflammation, sepsis, 
cardiogenic and hypovolemic shock, sexual dysfunction, penile erection, muscle 
atrophy, nerve growth and repair, intrauterine fetal growth, said method 
comprising administering to a human a composition comprising one or more 
compounds according to Claim 39. 

57. (New) A method for controlling one or more disorders in a human, said disorders 

selected from the group consisting of behavior conditions, memory and learning 
deficiencies, cardiovascular function, inflammation, sepsis, cardiogenic and 
hypovolemic shock, sexual dysfunction, penile erection, muscle atrophy, nerve 
growth and repair, intrauterine fetal growth, said method comprising 
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administering to a human an effective amount of a MC-3 and/or MC-4 receptor 
ligand, said ligand serving as a receptor antagonist, said ligand is a compound 
according to Claim 39. 

58. (New) A method for controlling one or more disorders in a human, said disorders 
selected from the group consisting of insulin resistance, glucose intolerance, Type- 
2 diabetes mellitus, coronary artery disease, elevated blood pressure, hypertension, 
dyslipidaemia, endometrial cancer, cervical cancer, ovarian cancer, breast cancer, 
prostate cancer, gallbladder cancer, colon cancer, menstrual irregularities, 
hirsutism, infertility, gallbladder disease, restrictive lung disease, sleep apnea, gout, 
osteoarthritis, and thromboembolic disease, said method comprising administering 
to a human an effective amount of a MC-3 and/or MC-4 receptor ligand, said 
ligand serving as a receptor antagonist, said ligand is a compound according to 
Claim 39. 
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